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(72) *M* 
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< ^-cD^r-Tg 5-9 








S-ft&231 






(72)«H* 










< «m-®^-TS 5-9 






(74)fWA 


S-&&230 








**xica< 



(54) mwozm mmfc7v-fr**is7ji,*)],7$ 

(57) DBKd («JE*) 
MM] Tie-ssic ( i ) T**ns«*35:r u 

R l R> 

A-0-CH t -CH-lW-CH-(C^).---^^ RS (I) 



M+ f AfiTi2-te£ (ID 

R« 




or 



(IT) 



T7K£n*g£, Ri, R», R B , R»ttH-XHJ|&? 

t, *^mtx«^t;^^^, r«, R«ttn-x 

3 . R 4 £feK**I5C^?fca«££|8K. ) , RMi 
«^i^^>M ( ntt1-5©»* ( fctfrnttl 
~ 4 ©MRS*****"*. ) 



Q. 

8 

CD 

2 
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i- 

co 

LU 
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(2) &BB¥5- 1 2 5 0 2 4 

J 2 

[fitsfc® i ] tbhk« ( i ) T5*sn*««&7 »j * [ft i ] 

A - O - CH e - CH - NH - CH - (CI^ ) Q — ^^ R4 (I) 

Mb 2] 




OCX 



T^£n*&£. R 1 . R 2 . R 5 , R^ttH-Xttllttt) 
T, **ITX»ifi»7J^SS 1 R 3 , RMiH-X 

£, fi87WW«Xttt HP**>iS (fib, R 
*, R«^t*>fc**©T"C*-&«^S»<. ) , R 
7 «, ftft7;iO n«l-5(Di^, Rtf 
mfcH -4 ) 
[MMI2] N- [2- (8-^n7-;^» x 20 
?M -p-^h*^7x*^73>Xtt*<0B*HlD 

[R3fc*3] N- [2- (8-^D7-M^» X 
-4- (p-^h+i/7x-;|/) 7?)V7$ >X 

[##314] p-*h*5/-N- [2- (l-*h* 
->-5, 6, 7, 8-fl>7tKD»2-t7fJW 

[0 0 0 1] 
[0 0 0 2] 

x> (5-fcHn*^hU^S>: &T, 5-HTt 
BET*. ) ft*, E*. fti&Bft, UBS, ftttf? 
A. Son, *«trXfflftfTS»S^tr*<©^a* 47 

tMZZtlXgfc 19VJ> (Glcnon,R.A. ( J.Med. Chem^3 
0,1(1987))] . 
[0 0 0 3] 5-HTS«#JCtt. **©^-f^#a 

-T*Ji£rt«BB3tro>s. c:n&©S«#tt, 5-H 
Ti. 5-HTi*J:t;5-HTjfte#tbT»«$tl 

-HTia, 5-HTn, 5-HTic*5cJ:tf 5-HTidIC 
#B*ttTH*. ±E 5 -HTi 7X©*T, 



BfrfctfLTBfcttft^fcfcftBtt, 4>Bt*B««<n 

[0 0 0 4] «*, 5-HTii2£«Z»La«Hfe« 

> (Buspirone ; *)Vm>?y27s 1 1K2 2 9H 
KEfcOfc'&tf) tf/Xfcfn> ( M.Hibert et a 
L.Br.J. Pharmacol, 1988,93, 2Ht£MDL 7 3 0 0 5 
EFtl/T. Xtf»BB86 1-2 4 6 1 8 0 

o*3ftftft»«a, 3r>, «n*#fift, -mnm 

S ^ »ff jfom*>lipj£fc £OtMB £ fc * WBttfl** £ 
[00 05] 

umiM*i'*3t.**Mm *an**tt, s-h 

* ^>7;^;P7 ^ >B«*d< 5 - H Ti a L X 

[0 0 0 6] fcfc, 7U-;^+^7^*;i'73>BW 
ftfcBLTtt. 1 -5 0 1 3 9 34£&&tte.3 

tt*BBB®BBfcafc+*«afc**T**. 

B^Btt. ■*B»tbTOfPffl«WLT^««H" 
[0 0 0 7] 

E-Ba (i) T?*an*. mmu7*)-)i**i'7)i> 

*JP75 >BB#Xtt-t©BB*«K:flF*sn<5«[Sf| 

[0 0 08] 
[ft 3] 
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(3) 



"125024 



[0 0 0 9] AttTE-»St (II) 

[00 10] 



R l R 3 
A-0-CH 3 -CH-NH-CH-(CIi) n — ^J^ R3 

* [ft 4] 



(I) 




[0 0 11] -C^$tt£&£, Ri, r>, r Bj R>ttB 

*->g£ (fiU r>. R«fcfetaMra^T**«** 

»<. ) , RM*. iSi7;^^yS$, 
[0 0 12] «T*»Wft*ftfco#BJfrj-*. *OT 

JUS, s e c -^JUS, tert -r/WPS, *>9> 
ML IV tert-^ 

i-*wi^>*/us, 2-;*^;i^>^s, 

1, 2-5>*WU:/3 t /l>S < 2 , 2->?^^r5 L ;i/ 
% 1, 3-^^^^;US, 2, Z-Vttftrf? 

)i>&, 3, 3-j?^^^jt l-x^;^?;^ 

S, 1.1. 2-Mj*?Wn 

tr^s, i. 2, 2-hu^^^Dtr^s, i-x^ 
^-l-^^/ntr^s. i-x^-2-*^:/ 

[0013] riM^m*^, tuctt. ;* 
h+vg, xh^yS, :/d#*^£, -fy 

7h**>S, ^V^h + yg, sec^hf> 
t e r t-:/h^>g, A>^^^ (7^ 5 ^- 
S, -fV^>W*yS, tert -^>^)V 
**^>5 t ;^+5/Jt f 2-^^;pyh+i> 

g, 1, i-x^^p^ 

^*->^**5'S*#¥tf&tt*. r& 

*7****:*Sl ttt, **~M& (-SH) 
y^JU^S, s e c tert-^ 




(H) 



R 7 



wi^*S. *>wi^*s. *f yowi^a-s. 2 

JI^S. a^ji^s, <y^i/;^I, l- 

wi*«t l, i-j^wi^a** 
i. 2, 2-^^ 

1. 3-i;^^;p^;P^S, 2, 3 
3, 3-5>*?*7?ji*3«- 

a? s. l-xwu^^^at 

l. l, 2-HJ*^;i>:/DfcM^*S, 1. 2, 
2-MJ*WU:/nWP**s> l-xwu-i***, 
7d tr;i^=f s. l -x^p- 2 -*^)V7a 

[0014] £rc*%mfc&mm&&(Dmmiz&oT 

* n*. ( i ) K^snffls^^-r*« 

Bftsaagoc^Tra^steDa* 

m A4b**B, 3^ft**K, gat, u> g 

>k, =ja*k, tw>i, m U> 

£«lM$7*y8££<Di§£tfm ^mjo*. jjyt, 
$S, *3Mi/7*>, x«75>, x ^ y-;i/7^ > 

[ooi5] mmm *%wfc%®x.zf*v>mz, * 
(i) 

[0 0 16] 

Hi: 5] 
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(4) 



5-125024 



R* 



A-OCH 2 CH -X + ->-CH (CH 2 ) a ^V RS ° 



(ma) 



(IVa) 



Ri 

I 



R 2 



R3 



A-OCH 2 CH-NH-CH(CH 3 ) a — 



(I) 



[0 0 17] (5£*. A, R 1 , R\ R\ R'&tfnte 

»St>b<tt»ttftS£*3lcTa. ) *Btttt, ±5£* 
(Ilia) fcJctf (IVa) T?^Stt*ft£&£ffiMlfc?gj£ 

&S£.fcQ£ff£ (±S6 (IVa) *YT5*$n 
5S) *»*bT±a+© (I) -V7sk2tlZ>*%Wfc& 

**^a*ttT*«. &&£L-na**/-;k x*y 

- ^ ^ «f h 7 t K □ 7 7 >, 

7±b-VA>. ^W*M7SH (DM* 

R 1 R2 



*F), ^W«;W«*^H*©fij6lCTOfta:»l»« 

«b«klr>. fcfc, -7 8° 7!>M*ra&T Q5M 

(2) 

COO 1 8] 
Ift6] 



A-OCH 2 CH-N^ + X-i 



(ma') 



:h(ch 2 ), 

(IVa') 



R s 



2) d«CJ:t)JMttO|ftft' 



R 1 



I 



A - OCH 2 CH - NH - CH(CH 
(I) 



[0 0 19] A, X, Y, R 1 , R*. R», R< 

&tfnkm!EcD^J#£#T£. ) ±*+ (II 

la' ) Rtf (IVa' ) T^^ns^ttSSiSS'fr. * 
$ZWte&® (I) £f§S£fcT&£. *££tt±f2 

(i) tmmm'vfttet>ft&. % 

O R2 

Y x I 
PNCH(CH 2 ) B 



*!f§2ffi£ 
(1) 

[0 0 2 0] 
[ft 7] 



A-OCH 2 C - R» 



(lb) 



(rvb) 



-a: 



1) MjcflTS/rt; 

2) £5?fcJ:!> 



R 1 R 2 
A - OCH 3 CH - NH - CH(CH g ) n — ( I ) 

[0 0 2 1] tt*. A, Y, R» f R J , R3, R<&tf 50 n |i«!fl)«tt«. ) *Stt» v ±5W (Illb) 
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(5) 



4WF5-1 2 5 0 2 4 



(ivw T^$nsft^«&iK*i8^$i*-fc«ja 
±**o (i) T^$n**«w^fts»**fe 

R- o 
A-OCH 2 CH-N^ H + R*-C- 



i0 



MMDS I* 6*1, nyW&Sm. Sfefta&fc 
(2) 

[0 0 2 2] 
[ft 8] 



(HV) 



(CH 2 ) 
OVb') 



■-a: 



1) StcWt $/{t 



R * 2) £SicJ:»> 



R l R 2 
A-0CH 2 CH- 



NH-CH(CH,)t 
(I) 



R* 



[0 0 2 3] A, Y, Ri, R', R s t R4&tf 

b' ) RZt (IVb' ) T*Sn5fl;d»ftK*3*, M 
Hft*fc (I) ±je 
(1) £E*fc£ttTTfrfcn*. j 

0 R 2 

A - OCH 2 C - N - CHCCH,) n — /"V 



(1) 

[0024] 
[ft 9] 



R3 



S7U 



(la') 



A - OCH 2 CH 2 -*N - CH(CH 2 ) n — f~\' 



R8 



H (Io) 



[0 0 2 5] A, R". Ri. R'RCJCn ttlie 

) *«Wft^to (I) R 1 ^** 
(i a) TiSns^tt, -£<Di§C 

»ft^«T»*±sc* da') T^^n^>T5 mm 



fc, IMWfc&ttT*S7* HBim (la') tt. 
**D5-rKifc 7yF& DCC& 

(2) 

[0 0 2 6] 
[ftl 0] 
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(6) #§§¥5- 1 2 5 0 24 

9 10 

R1 ° R 3 

A-OCH 2 CH-NH-C-(CH a ) D — (^f — > 

(lb') 



R l 

I 

A-OCH 2 CH-NH-CH 2 
(lb) 

[0 0 2 7] A, R\ R 3 , R< Rtfn teg&fB 

<DM#£G?Z>. ) *»9HfcS4& (D R l rt<*£ 
© : ?T**±«+ (I b) Tw^ftSfc^ftli, 
*Wfc£«!rr**±5S«fi (lb') TiSn57$ KSig 

±12 (i) tmmtzLTft&t>ti2>. 

[0 0 2 8] **W®ft'&fttt5-HTSSfl:^LT 
■C**. enSttHSJK>»j|liffi&£0fi 



S K It ^ D 




^nx f> (**JRHfc£») 


18.5 


i 1 M i 

( * % w {t £ «j ) 


0.175 


* fife #1 2 


0.674 


m m m 5 

( * » W <k ^ * ) 


0.578 


£ tt ft l l 

( * n w ft & m ) 


0.118 



$>z7zvu>tft®LT, 5-HTi*a*#fc»-rs o*Bxtt»«fc*^T, «fco«infc»*«*r*j:t 



[0 0 2 9] BHMfl] 
5 - HTiiSe*t»t***»tt 
^ 1) HUfcfrfc 

Peroutka ©#j£(J. Neu 
rochem. 47,529(1986)) |C»i, ?y h$J5®€*£ffl 
^ThU^AS*U&8-OH-DPAT©BJft€« 

Ki«STE*iC^-r. 
2) ^jjsm 
[0 0 3 0] 
[51] 
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(7) 



11 

[0032] immm2] 

1) 

tt&ttftZmmtVTm^fr 0. Neurosci. Methods., 

2, 2i9(i98o^). *%nmm\z#£mmz:m%fm 
3o#& 2&*-&tLTmkm<D>r-i;\z\ti, i 

1*2 



5-125024 



70 



♦■©•W (X) tLXttt>Lft. *»K^ft*J: 

* an c < i xttmmat**^ t «* 

2) 

[00 3 3] 
[ft 2] 











ftik^m mm 


&m mm) 


(%) 


GMMfc**) 


61.3 ±2.9 
(7) 


93.7+ 11.5** 
(7) 


152.9 




67.1 ± 5.7 
(10) 


99.9 ± 6.4 * 
(8) 


148.9 


HJ6M1 


54.7 ± 6.0 
(6) 


95.0 ± 11.6* 
(6) 


173.7 




68.1 ± 6.2 
(7) 


117.5 ± 9.2** 
(6) 


172.5 



iu u a 4 j *<DmM, *mi&%m*, mumiM* 

[0 0 3 5] -«5C (I) Tw^nfcft^*Xtt*©tt 
CO 1 HXtt 2 a£Lt*#»/*a£ IttWt^MM 

[0 0 3 6] m\mm, *m. %?±m&, mm, 



TSoTfeJcK ftMittft 
*IQS4©*^A1H3D0. l~1 0 0 0mg, 

#*b<tti-5 o omgmmr&Q, en* i etc, 

40 [0 0 3 7] 

z^TtemmmzGttTmwfrz. 

[0 0 3 8] &%mi 

8-^D7/-;H, 5g£l, 2-^DAX^>l 

ld<ktniK4c*'rh9^9 1 ;P7>«=9A (TBAH 
SO S) 1 7 Omg^MX, 7 QWMWLTc. 21 
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13 

1. 2-WukX2> t 3«£*Bfc:TMJtfA#« 
&5ml£i£j&HU *6K2«pWa»U&. 

BU 8- ^n7>oe^I 

2. 6g£#fc. 

[0 0 3 9] »fc5*»tttt 
Sfi»«ftt (EI, m/z) : 2 5 6 (M + ) ,258 
(M + + 2) 

&m% t &mX^>7b)V (CDC la. TMS|*|g&&*P) 

5 : 1. 8-2. 1 (2H, m, C 3 -Ha) , 2. 
7 9 (2H, t ( C4 -Hi) ,3.63 (2H, t, 
CHaBr), 4. 2 4, 4. 3 0 (4H, tX2, C 
2-H 2 , OCHtCHiBr) , 6. 74 (3H, m) 

[0 04 0] ##^2 

7- (2-^nqExh^-» -2, 3-^tHo^>7 

[0 0 4 1] Sft*»tttt 
Stfi»«f* (E I, m/z) : 2 4 2 (M*) ,244 
(M* + 2) 

mm&mxizbjv (cdci», TMsfl«w» 

6 : 3. 22 (2H, t, C3 -Hi) ,3.62 
(2H, t, CHaBr), 4. 36 (2H, t, OC 

Ha), 4. 62 (2H, t. C2-Hi). 6. 7- 
6. 9 (3H, m) 
[0042] ##053 

7- (2-^D^Xh^» -2, 3-^tHO-2, 

[0 0 4 3] 9ff&tttttt 
««^«fffi (E I, m/z) : 2 7 0 (M + ) ,272 
(M + + 2) 

fmWMK't* MP (CDC la, TMSrtg&tl*P) 
(5 : 1. 5 0 (6H, s, CHa X 2) , 3. 0 2 

(2H, s, C3-H2), 3. 62 (2H, t, CHi 
Br), 4. 37 (2H, t, OCHaCHa.Br), 
6. 7 7 (3H, m) 

[0 0 4 43 ##094 

8- ^D7;-;W0 0mg, 7-kh>7m 1 , ^DP 
7th>5 2 0mg, M*'J^9 7 0mg, 3Vfc 

*u^Aioomg€fisiu 5BniflMBttLfc& 

?OD7irb>2 6 0mg, KR*'J»>A3 2 0mg* 
5SJDU £5fc2l5raj8ffiUfc. JMtB«&M£U » 

>-»fil^ (85:15) co^^T^ffl-T^- 
tfc«k0. 7th>710m 
g£#fc. 

[0 0 4 5] Sft*Wtt« 
M&SrflTil (EI, m/z) : 2 0 6 (M + ) 



(8) ft§8¥5-l 2 5 0 24 

tta»MX'<£' Ml" (CDC la, TMSftOR*) 
<5 : 1. 9-2. 2 (2H, m, C3' -Ha) , 2. 
2 8 (3 H, s. CHi), 2. 8 0 (2H, t, C 
4* -Ha) , 4. 2 7 (2H, t. C2' -Ha) , 
4. 56 (2H, s, COCHaO) , 6. 5-6. 8 

(3H, m) 

[004 6] ##095 

(1) 8-^D7;-JW. Og, 7th>10ml ( 
^DD7t>6 0 0mg, 3 8 g, 3 

^ ^'j^Aioomg^u sbmiimml 

nvh^77Y-ic#U A^>-^KX5 L ;U (9 : 

1) v>m&®mx®to?z>ztiz&K), (8-^nv- 

[0 0 4 7] afl^WttK 
Sfl#SHI (EI, m/z) : 189 (M + ) 
flHMtffeWX'** b)V (CDC I a, TMSW 

m 

6 : 1. 7 - 1. 9 (2H, m, C 3 ' -Ha) , 
20 2. 5 5 (2 H, t, C4' -Ha), 4. 01 (2 
H, t, C2' -Ha) , 4. 54 (2H, s, CHaC 
N) , 6. 5-6. 6 (3H, m) 
[0 0 4 8] (2) **ftU5 L ^A7^5-'>A7 6 0 
mg$Th7tHD77>10mli:I«U *#T. 
1 0 0»&9 8 0mg$«TL^ ££tC (1) T# 
£ (S-^DV-M^) 7*feh-hUJH. 16g 
(Dfh7tHD77>^ (10ml) SiftTLfc^ 

30 u&. mmm*m*m&v#*isVj*T&&m&m%& 

£LT*S&ffttt<z>2- (8-^nT~,M^>) 
75 >1. 16gW:, 
[0 0 4 9] 

»S»«T« (E I , m/z) : 19 3 (M + ) 

h;p (cdc 1 a, TMSrtaw 

«p) 

(5 : 1. 6 (2H, b r s, N Ha) .1.8- 
2. 1 (2H, m, C 3 ' -Ha) , 2. 7 9 (2H, 
t, C4 f -Ha) , 3. 0 8 (2H, t, CHaN) , 
40 4. 0 2, 4. 2 4 (4H, tX2, C2' -Ha, O 
CHa_CHaN) , 6. 6-6. 8 (3H, m) 
[0 0 5 0] ##0U6 

(1) 9 8%^nD«^-20 < C^^IL. N- (p 
-^h^$/7x^) *JW^>KI^3. 0g^ 

$Lfc« a£@#CDN- [3- (^DD 

xjM>r;W -4-^h^>7i^;H ti)m*>m 

50 X?)V 2. 5 2g£Hfc. 
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(9) 



15 

M&MrM (EI, m/z) : 3 2 1 (M*) 

#m§a£mz«9hn' (cdcu, tmsaobw 

<5 : 1.2 2 (3H, t, OCH,CHs_) ,2.82 
(2H, t, NCHaChhAr), 3. 42 (2H, 
m, NCH i CH L Ar) , 4. 04 (3H, s, OCH 
i) , 4. 10 (2H, Q, OCH2.CH3) , 4. 64 
(1 H, b r s, NHCO) , 7. 0 4 (1 H, 
d) , 7. 50 (1H, dd) , 7. 74 ( 1 H, d) 
[0 0 5 2] (2) ±E (1) T#fcN- [3- (*n 
dxju*x;p) -4-* h*x7x*^;W #;w\^> 
8xf;i/8. 9 6g$M^fI/>l8 0mll;M 

*, out, ^«»^hu^Afta^*3&*»*-r** 

;p (20 : 1) <Dm&®m-v®Mtzz.t\z£r) t m& 
ttftfli^*, afi»*ti/T, 3. 3' -^^^trx 

;W 5. 5 0g«ftfc. 

[0 0 5 3] Wb*»tttt 
®&ft#rM (E I, m/z) : 5 0 8 (M*) 

*aa**x^^h^ (cdcii, TMsftgmm 

6:1. 2 1 (6H, t, OCHj CHs) , 2. 7 0 

(4H, t, NCHjCHjAt), 3. 3 2 (4 H, 
m. N CH^C HiAr) , 3. 8 7 (6H, s, OCH 
») , 4. 0 7 (4H, q, OCHiCHO , 4. 7 6 

(2 H. b r s, NHCO) , 6. 7 8 (2 H, 
d) . 7. 0 2 (2H, dd), 7. 3 8 (2H, d) 

[0 0 5 4] (3) ±12 (2) T»&3, 3' 
fcfX [N- (4-* h^*>7i^f;W *;WA3>®X 
3. OOg, ^>if>2 0ml, **;-)V5m 
\&mftL, KU (n-^)^X703. 57g 
5mlS«TU £&T2f§fflffi# 
Life. »K««5&tL Siit7-feh>4 0ml I 
USA 2. 4g, 3tffc*^;H. SgSJnjL. 3^rm 

ffift*tt*©IETttK M*^vy*v*AT£®L 

^^-fctfU A+U">-iS«i^ (1 : 1) CDS 
£*«T*fflT*C£fc«kr), «tfi«M*©N- [4-* 
h*v-3- 7x*5 t ;W #;i7t5>B 

X^3. 0 8gfe»fc. 
[0 0 5 5] Wfc*Wtt« 

(E I, m/2) : 2 6 9 (M*) 



5-12 5 0 24 



i0 



30 



40 



50 



(CDC 1 3 , TMSf*lg&gS$) 
a : 1. 2 3 (3H, t, OCH, CHa.) . 2. 4 2 

(3H, s f SCHa) , 2. 7 5 (2H, t, NCH, 
CH*_Ar), 3. 4 0 (2H, m, NCFhCHA 
r) , 3. 8 7 <3H, s, OCH,) . 4. 1 1 (2 
H. Q, OCH2.CH1) . 4. 6 4 (1H, br s, 
NHCO) , 6. 7-7. 1 (3H. m) 

[0 0 5 6] (4) ±13 (3) T»&N- [4-*S* 

^3. 08gt, x^y-;U2 0ml, 4MX*Wtfbfi 
U*A50ml£fflftU 2 0«pHlni»aS5Ufc. 

&*. mi*iucTasv», M4cait7^^^ATttift 

&&&£®£U ftfi»*04-*h*$/-3- (*^ 
JW 1 *) 7i^75>l, 9 7g«ftfc. 

[0 0 5 7] Oft»0H£R 
WMUWX^hJP (CDC 1 a, TMSptfKRlp) 
<5 : 2. 4 3 (3 H, s, S CHi) , 2. 7 1 (2 
H, t. NCHiChhAr), 2. 94 (2H, br. 
NCH,CHjAr), 3. 87 (3 H, s, OC 
Hi) . 6. 7-7. 1 (3H, m) 

[0 0 5 8] &%W7 

(1) 5' , 6' . 7' , 8' -fh7hHP-r - 
-T*feh^-7h>2. 5g, WBt*J* 
^2. 5g, «**U^A3. 6g, 7irh>25m 

it«S»«Lfcft^y-*y;^7A4rPTh^7^- 

wtu A,^>-^x5 t ;p (9 8:2) om&mm 

V®m?Z>C£{Z&K), ifi»5' , 6' , 7' , 
8' -fh7tHD-r -*^ 5 ,_ 2 ' -Tirh± 
7h>2. lgWfc, 
[0 0 5 9] 

•MbfrflHI (EI, m/z) : 2 04 (M*) 
SHBa***^ h/U (CDC Is, TMSrtfflJS 

m 

<5 : 1. 7 - 1. 9 (4H, m, C 6 * -Hi, C 
7* -Hz) , 2. 60 (3H, s, COCH3) , 2. 
6-2. 9 (4H, m, C5' -Hj, C8' -Ha) , 
3. 7 2 (3H, s, OCH3) , 6. 8 8 ( 1 H, 
d) , 7. 2 6 (1H. d) 

[0 0 6 0] (2) ±fH (1) rntc 5' , 6' , 
7* , 8' -fh7t Kn- 1 ' h^v-2 ' -T 
■tHt7h>2. 0 5gShM>2 5mlC»*U 
*»ThU7;P*n|»4. 5 8g, BUTm-^DD 
3 . 4 7 g (CjjU^^o 5 TCT 6 0 ^P^3 

fc. KJW*«fc«*llftJD^T+ftttBax^T» 
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17 

(9 5:5) ©E^««lT«ffl-r6Ci:fc«l:D. ifttt© 
5, 6, 7, 8-fh7tFP-l-^h^y-2-t 
6 1 g 

[0061] m&mmvt 

S£##HI(EI, m/z) : 178 (M*) 

mm§5.&mxn7 (cdci,, tm swots 
m 

6 : 1. 7-1. 9 (4H, m, C6-Hi, C7- 
Ha) , 2. 6-2. 9 (4H, m, C5-Hz, C8- 
Hi) , 3. 7 5 (3H, s, OCH 3 ) , 5. 65 (1 
H, b r s, OH) , 6.7 5 (2H, s) . 

[0 0 6 2] (3) ±ffi (2) -C*&6, 6, 7, 8- 
fh7tKD-l-^h^>-2-t7K;H. 54 
g£l. 2-y7*P^>8mU:^U 3&£* 
SMfc* MJ VA&mm 8 m 1 fccfc tm^TK^x h 7 
)17>*~V& (TBAHS) 15 0mg^Jnx, 7 0 
tT3^WUc. c^T^tth'J^AO. 5g 
^JDt3«m $6fc*»fls^-hU»>A0. 5 

e*mm\sX2#m#Lit. 

-f-fcftU M^^-fiMfcX^ (9 8:2) V>m£ 

jsnTSwrsctfc^o. ^fiffttt© 2- (2-y 

D^XfJW -5, 6, 7, 8-rh7th*D-l-^ 
h+v^7^^>l. 9 6g^c. 
[0 0 6 3] a^*tttttt 
RM^Wtt (E I, m/z) : 2 8 4 (M+) , 2 
8 6 (M + +2) 

MBftAftXt? b)V (CDC 1 3 , TMswara 

w 

6 : 1. 7-1. 9 (4H, m, C6-Hi, C7- 
Hi) , 2. 6-2. 9 (4H, m. C5-H 2 , C8- 
Hi), 3. 65 (2H, t, C Hi B r ) , 3. 84 

(3H, s, OCH3) , 4. 2 8 (2H, t, OCH*_ 
CHa Br), 6. 7 1 ( 1 H, d) , 6. 7 4(1 
H, d) 

[0 0 6 4] #%0J8 

(1) &%mmnti2- (2-ya«fjw -5, 

6, 7, 8-fh7tHo-l-^ h^yt7^l/> 
0. 6 0 g£^>^7S>2. 25g£7-fchrMJ 

p*;UA-*^y-;p (9 9 : u nm&mmxmtoT 

Z>Zt\Z£r), M&foVKDN- [2- (5. 6, 7, 8 
TtMft&rM (CjoHzbNOj • 
C (%) I 



(10) W5-1 2 5 0 24 

18 

-fh7tHD-l-^ 2 -±y^)V^i/) 

(E I, m/z) : 3 11 (M*) 
tftBfl&idkxi? (CDC 1 3, TMSftgBg 

m 

6 : 1. 7-1, 9 (4H, m, C6' -Ha, C 

7 ' -Hi) , 1. 9 5 (1 H. b r s. NH) , 
2. 6-2. 9 (4H, m, C5' -Ha, C8' - 

i0 Ha) , 3. 04 (2H, t, CHaCHa_N), 3. 8 
0 (3H, s, OCHa) , 3. 8 8 (2H, s f 

. 4. 12 (2H, t. OCH 2 ) , 6. 7 1 
(1H, d) , 6. 74 (1H, d) 
[0 0 6 6] (2) ±12 (1) T?#fcN- [2- (5, 
6. 7, 8-rK7tHP-l-^h+y-2-t7f 
Jl"**v) X3MM ^>v;PT^>0. 45g$^^; 

-;n omi«^u io^7^^o. 3 

g, 8 8^0. 5ml£2jn;L, SffiT 6BSIffl8|#l, 

*»«Vif^5/»>ATttj»«*ttfte*b f &fiftfltt<Z> 
2- (5, 6, 7, 8-fh7tHD-l-^h^>- 
2-^7WW-*3/) X^I/75>0. 3 1g^fc, 
[0 0 6 7] 31ft*Wf4tt 
^SMrit (EI. m/z) : 22 1 (M*) 
fta^**"** MP (CDC I3, TMSMi 
*) 

d : 1. 56 (2H, br s, NH:) ,1.7- 
1. 9 (4H, m, C6' -Ha, C7' -Ha) , 2. 
30 6-2. 8 (4H, m. C5' -Ha, C8' -Ha) , 
3, 0 8 (2 H, t, CH?N) , 3. 8 2 (3 H, 
s, OCHa), 4. 0 0 (2H, t, OCHi_CH 
*N) , 6. 7-6. 8 (2H. m) 

[0068] wmi 

8- (2-7'D^Ih^»>D7> (#%0!ll<0fc£ 
®) 4 0 0mg, p-^h^*>7x^7^>4 7 0 
mg$y^f;^M7^ K 1 5ml \zmML, 5 Ot: 
T2 0«rW**Lfc. KJMmR**£U S^lzx- 
x^iDAT&Ca^FSttSaiSL, WK&ftttttS'U 
40 *y;W7A^Dvh^77^-f;^U y*pn*;UA 
(10 0: 3) <0E£*trc*ffif Sdi 
MttttoatlKftS4 2 Omg^ft cms 
x--r;W*'{fc**T«iiiT«e:tc«fco. N- [2- 

(8-^DT-;^y) x^JH -p-^h^/7x 
*7^7^> 1*&^ 2 9 0mg£^fc. 

[0 0 6 9] 8flS*tttt« 
Hjft 9 1-93<C 

C 1 ■ HaOiUT) 

(%) N {%) CI (%) 
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(11) 



19 



mSftflrte (FAB, m/z) 
(EJfcEggiPO 

(DMSO-d., 



62. 90 

63. 08 
3 2 8 (M f + 1) 



39 
1 9 
*H, 
r 



3. 

3. 
d) , 
s) 



6 7 
6 3 
7. 



20 
9. 28 
9. 4 1 
18 (2H, d) 
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9. 3 6 (2H, b 



TMS^ 



<5 : 1.8 8 (2H, m, C3 ' -Hi) , 2. 7 2 
(2H, t, C4 ' -HO , 3. 00 (2H, m, N 
CHiCJhhAr) , 3. 20 (2H, m, NChhCHi 
Ar) , 3. 36 (2H, t, OCHjC^N) , 3. 
72 (3H, s, OCHj), 4. 08 (2H, t, C 
2* -Hi). 4. 24 (2 H, t. O C Hj_ C H 
*N) , 6. 6-6. 8 (3 H, m) , 6. 9 0 (2* 
7C3&##T<i (ChHitNOiS- 
CO) HC0 
III 61.52 6.88 
60.88 6.67 
3 7 4 (M + + 1) 



m/z) : 



nm&mm (fab, 

tt«»#»X*C* h)V (DMSO-dfl, TMSfl® 20 

mm 

<5 : 1.90 (2H, d t, C3' -H*) , 2. 3 
8 (3H, s, SCH,) , 2. 7 3 (2H, t, C 
4' -Hi), 2. 9 8 (2H. m, NCH.CHjA 
r) , 3. 1-3. 5 (4H, m) , 3. 7 9 (3H, 
S. OCHa) , 4. 10 (2H, t, C2' -Hi) , 
4. 2 5 (2H. t, OCH2.CH1N) , 6. 6-7. 
1 <6H, m) , 9. 24 <2H, br s) 

(0 0 7 2] $mm3 

Ttf&ftlgxm. (CioHisNOi • 0. 

C {%) 



mm 1 tmiz lt, mmm 2 oit^m^v^ 
[0070] $mw2 

N- [2- (8-^DT-K+'» X^M -4-* 
IRSfc^tt: 8- *nv> (# 

[oo7i] sfl^tt&tt 

fifcS 1 54- 1 561C 

NC0 S(» CI CO 
3.42 7.82 8.65 
3. 38 7. 77 8. 72 

Xft) 3 9 0mg, 5 : 75>6 2 0mg$7thrhUJl, 

*s-)v (9 7 : 3) omsmmrmmtz zt\z* 

^»**0fllBSl/T. 4- [2- [ {2- (8-^D 

7 ^t^-» xww 7^/] X9VM 7i/-;i/ 

1 8 Omg^ifc. 
[0 0 7 3) Sfl:*»tt« 
Htoft 1 8 9- 1 9 2*C 



mmfttirm (FAB, m/z) : 3 1 



6 7. 
6 7. 
4 (M + 



MMA**"** b)V (DMSO-d 6 , 
■*) 

<5 : 1.8 9 (2H, m, C3' -Hi) 
(2H, t. C4 P -Ha) , 2. 8-3. 
m) , 3. 5-5. 0 (br s) , 4. 04, 4. 
0 (4H, tX2, C2' -Hi, OCHiCHiN) 



TMSfttt 

,2.72 
2 (6H, 

1 



s, CH=CH) 
. 74 (2H, d) 



6. 6-6. 8 
7. 0 1 (2 



6. 5 0(1 H, 
(3H, m) , 6 
H, d) 
[0 0 7 4] mMM4 

8- (2-^D«h**» £n^> (&%mi<D4k& 
. 7C*»Wfflt (C20H25NO1 • 
C (X) 
6 5.65 



SUM 



5 C< H< 0< 1 LT) 
H (%) N (%) 

9 1 6. 7 8 3.7 7 

6 1 6.8 9 3.7 0 

+ 1) 4ft) 2 6 0mg, p-^f;|/7x^75>2 7 0m 

g$7th-h'j;P3mll:^U JMt*>J9A14 
Omg^inA, 4BWllDtta>5SUfe. »«S*tttx- 

40 (9 9:1) 0)jg^g*|T*fflT*;ifcl;: 

». *Sfc71rhxhU^J:0IHSai/T f N- [2- 

^JI/7S> ftfiffi l*ft^ 15 5mgS»fc, 
[0 0 7 5] 31jfc*tttt« 
9 1 -9 3"C 
•HC 1 ■ HiO<hLT) 
H (*) N (%) CI <*) 
7. 7 1 3.8 3 9.6 9 
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(12) 



21 



<8BfPF5-1 2 5 0 2 4 



m/z) 



mmm e 6. o i 7. 
: 309 (m*> mm 



10 



m&#vtm (e 1 
mmm 

mm 

6 : 1. 8 9 (2H, m, C 3 ' -H,) . 2. 2 8 
(3H. s, A r C Ha) , 2. 73 (2H, t, C 

4' -H,) , 2. 8-3. 5 (6H, m) , 4. 1 0 
(2H ( t, C 2 ' -hh) , 4. 2 1 (2H. t, O 

CH^ChhN) , 6. 7-6. 9 (3H, m) , 7. 1 

5 (4H, s) . 9. 4 7 (2H, b r s) 

7G%ftVrm (CuHisNOs • HC I • 0. 
C (%) 

mWaM. 6 3. 5 9 

mmm 6 3. 32 

M##r<I (E I, m/z) : 3 14 (MH 1) 

mmmmm 
mm 



22 
88 



6 4 3. 8 9 

[00 7 6] mm* 

N- [2- { (2, 3-ytHD-7-^>777- 

o. sim® 

i§0&Hb£tf : 7- -2, 3-v 

[0 0 7 7] »fc#»tt« 



g&ft 1 24-1 2 6t: 



5H,0£bT) 



H (%) 
7. 02 
6. 89 



TMSft« 



N {%) 
3. 90 
3. 88 
& [0 0 78] 
N- [2- { (2, 



C 1 

9. 

9. 



(%) 
8 8 
8 6 



20 



6 : 
t, 

4. 

H, 

m) 

9. 



2. 8-3 
C3' -H*) 
34 (2H, 
t, C 2 
,6.90 
4 6 (2H, 



5 (6H, m) , 3. 
3. 74 (3H, s 
t, OCH2.CH2N) . 
- H 3 ) , 6. 8-7 
(2H, d) , 7. 18 
b r s) 



7x^75> mmm o. 25*^ 

18 (2H, fK*SHt£&: 7- (2-^Dtlh^» -2, 3-x 

, OCH 3 ) . tHD-2, 2-^^K>^77> (#9093) 

4. 5 3 (2 p-^h^>7x^75> 

. 0 (3H, [0 0 7 9] 
(2H, d) , 1 1 5- 1 1 6*C 



««^«ffi (FAB, m/z) 



(CaiH»7NOs 

C (%) 
6 5.96 
6 6. 1 7 
3 4 2 (M*+l) 



• HC 1 
H (%) 
7. 5 1 



tt*&#«X^hJU (DMSO-de, TMSfti 

am 

6 : 1. 4 0 (6H, s, CHa X 2) , 
3. 3 (4H, m, NCHjCHi A r ) , 3. 
H, s. C3' -hh) , 3. 3 6 (2H, t 



CH2.N) 
(2H, 
H, m) , 



3. 73 (3H, s, 
, OCHj C Hj N) 



OCH 3 ) , 
6. 7-6 



0 6 



(2 H, d) , 



7. 3 1 



2 5H»0<hLT) 
N (%) CI {%) 
3.6 6 9.2 7 
7 2 3.6 6 9. 3 0 
*d) , 9. 42 (2H, br s) 
[0 0 8 0] 

N- [2- { (2, 3-^bHn-2, 2 -i? 
2. 8- x^75> 

0 0 (2 Hftft^ftf: 7- (2-^lh^» -2, 3->> 
OCH, tHn-2, 2-^fM>777> (###13) 
4. 3 2 jfe«fctf p-^f*7x*W7S> 
. 9 (3 [0 0 8 1] 3Ift;^ttt$# 

(2 H, *40 1 3 2 — 1 3 4*C 



mmftttm (fab, m /z) : 

^fiS^^IX^^ (DMSO-d«, TMSW« 

5 : 1. 4 0 (6H, s, CHi X 2) , 2. 2 9 
(3H, s, ArCHa), 2. 6-3. 2 (4 H, 



(CiiHitNOi • HC 1 tVX) 
C <*) H {%) N (%) 
6 9.6 9 7. 8 0 3.8 7 
6 9.3 3 7.8 3 
3 2 6 (M + + 1 ) m 



50 



C I (%) 
9. 80 
3.8 6 9.9 1 
NCH,CH*Ar), 3. 00 (2H, s, C3' 
-H2) , 3. 3 7 (2H, t, OCHaChhN) , 
4. 30 (2H, t, OCPhCHiN) , 6. 6-6. 
9 5 (3H, m) , 7. 1 4 (4 H, s) , 9. 2 0 
(2H, br s) 

[0082] mmms 



-202- 



(13) 



23 



5-125024 



N- [2- (8-fn?^t+5/) XWW -p~> 

Hf£Hfc£#F: 8- (2-7n*:Xb3ri') 9 D*7> (#* ftft 
7C^##f<a (C21H27NO3 -HC1 • 0 
C {%) H (*) 
6 5.1 9 7. 5 5 
^fil 6 5.3 4 7. 4 9 
*ft#*ftt (FAB. m/z) : 3 4 2 (M* + 1 ) 

mmm&mm 10 

&B&#mx^2 bJV (DMSO-de, TMSM 

mm) 

6 : 1.14 (3H, d, a-CH,) ,1.91 
(2H, m, C3' -H 2 ) , 2. 74 (2H, t, C 
4' -Ha) , 3. 1-3. 7 (5H, m, CH:NCH 
CHa A r) , 3. 74 (3H. s, OCH 3 ) , 4. 1 
3 (2H, t, C2' -Ha) , 4. 2 9 (2H. t. 
OCthCHaN) , 6. 6-6. 8 (3H, m) 
9 0 (2H, d) , 7. 1 9 (2H, d) , 9 
(2H, br s) 

[0 0 8 4] mm 

(8-^a^-;^^^) 7irK> (#^0J 4 <z><ffc£^ 



6. 
2 8 



[0 0 8 3] 

1 09-1 1 Or 
5HiO<hLT) 
N (96) CI (%) 
3. 6 2 9.1 6 
3.5 9 9. 4 0 
3 5 0mg, p-^h^->7x^75>2 6 0 

^b*£^MJ*A9 7mg£tax, 

m-^^;-^ (99:d oMsmmrmfttzc 
fcy-fehnhy^jjDfittaLT. n- [2- (8-* 

7i^75> 1 1 5mg^. 

CO 0 8 5] 3Sft*«tttt 
ii( 147-148t 



(CjiHjtNOs -HC 1 <hUT) 

C (%) H (%) N {%) 
6 6. 74 7.4 7 3.7 1 



&&tW 6 6. 55 



3 4 2 (M + + 1) 



(2 H, 
, m) , 
, 9. 1 



mmftttm (fab, m/z) 

(dmso 

mm) 

6: 1. 36 (3H, d, NCHCHs), 1. 89 
(2H, m, C3' -Hi) , 2. 7 3 (2H, t f C 
4' -Ha) , 2. 9-3. 6 (5H, m, CHNCHi 
CHi A r ) , 3. 74 (3H, s, OCH 3 ) , 4. 0 
6 (2 H, d, OCH^CHN) , 4. 1 3 
t , C 2 ' - Hi) , 6. 7 — 6. 9 (3H 
6.9 0 (2H. d) , 7. 2 0 (2H, d) 
8 (2H, br s) 

[0086] mmwi 0 

(1) 3- (p-/h^y7x-Jl/) ^Ptf^>®3 1 
0mg$lt/fl,>3ni I ttW)V?u 
U H 2 4 Omg^ctrXv^^;^;^^^ H lSI^Jn 

X^7S>(H«50&&«) 3 0 0mgi5i^h 
UX^75 > 1 9 0mg^^fl/>4m 1 \Z®M 
U **lcW»tfcR^PU F©»fc;*^>*tt (2 
ml) ft«T«. fflT2l»B«ftl,fc. 



C 1 (%) 
9. 38 . 
5 8 3.7 3 9.4 1 
K£D, &£©#£LTN- [2- (8-^DV"W 

-3- (p-^h^>7x-;w ^otf 

t>7$H5 6 0mg$ifc a 
^ [0 0 8 7] gfc^ft&tf 

KftfttfHI (FAB, m/z) : 3 5 6 (M'+l) 
tMftftVXtjr b)l> (CDC 1 3, TMS^gP^ 

*) 

<5 : 1. 8 9 (2H, m, C3* -Ha) , 2. 4 6 
(2H, m, COCHaCH^Ar), 2. 79 (2H, 
t, C4' -H 2 ) , 2. 89 (2H, m, COCH2 C 
HiAr) , 3. 6 4 (2H, m, CH2.NH) , 3. 7 
4 (3H, s, OCH3) , 4. 0 3, 4. 2 2 (4 
H, tX2, OCH i CH I N, C2" -Hi) . 6. 1 
40 9 (1H, br t, NHCO) , 6. 7-6. 9 (3 
H, m) , 6. 8 2 (2 H, d) , 7. 1 1 (2 H, 
d) 

[0 0 8 8] (2) ±E (1) TfcfcN- [2- (8- 
^DT-^J') IWH - 3- (p-*K*~>7:n 
~;p) ^Ot:^>75 K5 5 0mglc^^>-xh^t 
H075>*# (lMf h7t HD77>») 4. 6 
mlftftiA.. MT2. 5B«#Lfc«, dnfcft&K 
0. 5mlSJp^T3 0»WJn»a«bfc. 



-203- 



(14) 



&BMF5- 1 2 5 0 2 4 



25 



(9 9:1) <D®G®m-?®th?Z> £t\Z&Q, ttttO 
mm&&2 8 0mg£*§fc. £(Dh<D(D 2 6 Omg&y 

7t%#Vtm (C 2 iH:tNO3-0 
C <%) H (56) 

mmm 6 9. i s 
n®m 69.05 

SIMM (EI, m/z) : 34 1 (MO (MM 

mmm,#m**2 b)v (DMso-de, tms^ 
&m 

6 : 1. 6-2. 0 (4H. m, C3' -H 2 , NH 
C H2 CH^C Hi A r) , 2. 5-2. 9 (4H, m, 
NHCH^CHjCH^A r) f 2. 7 2 (2H, t, C 
4' -H:), 3. 02 (2H, t, OCH,CH 
2_N) , 3. 7 1 (3H, s, OCHO , 4. 0 6, 
4. 12 (4H, tX2. C2* -H*. OCHiCHi 
N) , 6. 45 (1H, s, CH=CH), 6. 6- 
6. 8 (3H, m) , 6. 8 6 (2H, d) , 7. 12 
(2H, d) 

[00 9 0] $mmi i 

(i) otmmoiz&tz**), 4- (p-^h 

^Jl/7*>£tf>6N- [2- 

x^;u] -4- (p-^h^'>7x-;W &K75F£ 

[0 0 9 1] 1 
7G&##rte (C2 2 H 2 »NOa- 
C {%) 

m^m 6 9.7i 
6 9. 27 

f»#*fffi (EI. m/z) : 3 5 5 (M + ) GSfS 
£&&$) 

««»*»X^^h^ (DMSO-de, TMSrtgB 

5:1. 54 (4H, m, C H2.C H2_ C H 2 A r ) , 
1. 88 (2H, m, C3' -H2) , 2. 5-2. 9 
(6H, m, NCH 1 CH 2 CH2CH 1 Ar, C4' -H 
j) , 3. 02 (2H, t, OCHrCHiN) , 3. 7 
1 (3H, s f OCHj) . 4. 0-4. 2 (4 H, 
m, C2' -H2, OCH2.CH2N) , 6. 44 (1 
H, s, CH=CH) , 6. 6-6. 8 (3H, m) , 
6.8 5 (2H, d) , 7. 1 2 (2H, d) 

[0094] mmi2 

2- (2-^P^X?^) ~ \ - * h^'>- 5, 6, 
7C*4ttrffl (C22H 29 N03 • 
C (*) 

III 6 5. 9 0 



*0, N- [2- (8-^D7ZM4y) -3 

- (p-^h+v7xx;w tr;u7$> ^77 

l/-h 2 5 8mg£*§fc, 
[0 0 8 9] 
SMS. 1 0 8 - 1 0 9*0 
5C<H4 04 tbT) 
N (X) 
7.3 2 3.5 1 
7. 2 8 3. 4 8 

I0*«S$ttrfi (EI, m/z) : 3 6 9 (MO 

WML***'** (CDC 1 3, TMSfigBg 

m 

6 : 1. 8-2. 3 (6H, m, C3' -H2, CH 
iCHjAr), 2. 59 (2H, t, COCH2), 
2. 7 8 (2 H, t, C 4 ' -H 2 ) , 3. 6 0 (2 
H, m, CHiNH) , 3. 7 7 (3 H, s, OC 
H 3 ) , 4. 0 7, 4. 18 (4H, tX2, OCH2_C 
H2 N, C2' -H2) , 6. 23 (1H, br t, N 
HCO) , 6. 6-6. 9 <3H, m) , 6. 78 (2 
20 H, d) , 7. 0 6 (2H, d) 

[0 0 9 2] (2) ±12 (1) T#fcN- [2- (8- 
^DT-m^) X^;V] -4- 
XJW K«MS0I1 OfcEftfcfflSU -rv^ 

n^y-^rjflttfltT. N- [2- (8-^dtx 
x^;w -4- (p-^h^>7i-;w :/ 

[0 0 9 3] 3fc9ftttR 
fiUS 1 2 3- 1 2 5^ 



0. 5C<H<0<£bT) 
H <%) N (X) 

7. 5 6 3. 3 9 
7. 44 3.3 1 

7, 8-fh7tHDt7^U> (««7 0ft^») 
0. 4 0g, p-^h^->7xW75>0. 64 
g, 7-feh-hU^5ml £S»U 3OTJD^M^b 

zmffiLrc. M^>'j*yjW7A^DYh^77^ 

-ICftU ^DD^A-^^;-JP (9 9:1) ®£ 

iMx^Ttt»?**c£K.fcD f p-*b* 

v-N- [2- (l-^h^v-5, 6, 7, 8-fh 
7kHo-2-t7W^» X^;P] 7x^>W 
^ > JfflKtt 0. 5 7MD« 0. 4 6g£»fc. 
[0 0 9 53 3fc¥tttttt 
H£ 1 6 5- 1 7 0-C 
• HC 1 -0. 5 HtOtVX) 
H {%) N (X) CI (%) 
7. 7 9 3. 4 9 8. 8 4 
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C15) 



27 



mmftVrm (fab, m/z) 



#M¥5- 12 5024 



28 



66. 04 
3 5 6 (M*+ 1) 



9. 21 



&m%.&mxU7 HP (DMSO-de, TMSftSB 



9 



(4H, m, C6' 
5-2. 8 (4H, m, 
, 2. 9-3. 4 (6H, 
3. 7 0(3 H. 
S, OCHa) , 4. 



-Hi. C 
C5' - 
m, CH 
s, OC 
3 2(2 



7-7. 3 (6H, m) 



6 : 1.6-1 

7 ' -H,), 2. 
Hi. C8' -Hi) 
2NCH1CH1 A r) , 
Hi) , 3. 75 (3H, 
H. t. OCH2) , 6 
9. 6 (2H, b r s) 

c(*) hco m) 

W^m 62,43 7.40 
mfr®. 62.41 7.13 
ItMI (FAB, m/z) : 4 0 2 (M + +l) 

®M%&*8iX^!; h)V (CDC Is, TMS?i$& 

m 

6 : 1. 6-1. 9 (4H, m, C 6 ' -Hj, C 
7' -H,) , 2. 4 1 (3H. s, SCHa) . 2. 5 
-2. 8 (4H, m, C5' -Hi, C8' -Hi), 
3. 1-3. 6 (6H, m, CH1NCH2CH2A 
r) . 3. 64 (3H, s, OCH 3 ), 3. 86 (3 
H, s, OCHi) , 4. 4 2 (2H, br t, OC 
Hi) , 6. 7-7. 1 (5H, m), 9. 9 (2^ 



10 



76 3. 4 9 

CO 0 9 6] &ttfll 3 

4-^h^v-N- [2- (l-;*h*v-5, 6, 

-3- 7x^W^> &&;&0. 2 

5^cftJfe 

MWfc^tf: 2- -l-^h^v 
-5, 6. 7, 8-Th7tHDt7^l/> (##0U7 
£>ft£fe) *3cfctf4-;* h^^-3- (*^;^:*) 7 
x*^7 5 V (mm 6 Ofc^fe) 
CO 0 9 7] 
1%£ 1 3 3*C 
• HC 1 • 0. 2 5HiOtLT) 

CKX) S(S) 
3.17 8.01 7.25 
3.11 8.17 7.41 
2KH, br s) 
[0 0 9 8] 

N- [2- (l-^h^^-5, 6, 7, 8-fh7t 

*3^73> 0. 5;fcft4&> 

IMWfc^ft: 2- -l-*h*x 
-5, 6. 7, 8-fh7tFDt7^I/> (###17 
<D4t$m ^(^p-^^7x^»75> 
CO 0 9 93 



1 7 0- 1 7 3TC 



£«#*ffc (FAB, m/z) : 



(C21H29NO1 
C (X) 
68. 64 
6 8.69 
3 4 0 <M*+ 1) 



HC I • 0 
H (%) 
8. 1 2 



8. 1 2 



MP (CDC I 3, TMSftgB& 

*P) 

<5 : 1. 6 - 1. 9 (4H, m, C 6 ' -Hi, C 
7' -Hi) , 2. 3 0 (3H, s, CH3) , 2. 5 
- 2. 8 (4H, m, C 5 * -Hi, C 8 ' -Hi) , 
3. 1-3. 6 (6H, m, CH1NCH2CH2A 40 
r) , 3. 63 (3H, s, OCH 3 ), 4. 42 (2 
H, t, OCH2) , 6. 74 (2H, s) 7. 1 1 
(4H. m) , 9. 8 (2H, b r s) 

co 1 0 03 wm\ 5 

(1) 2- (l-^h^-s, 6# 7( 8 -rh7k 
Fd-2-*7^;M-*->) XW5> (#^0J8CD 
ft"^*) 2 8 0mg, 4- (p-^h^>7xrjl/) ^ 
® 2 4 5mg$^^f;WVA75 K 5m 1 fc*#U 
*ftT, v 7 x ~)V U >&7 v H 3 8 4 m g , ft^Th 
U X^;i/7 ^ > 1 4 0 m g K JD Afc. gi&T 1 8 5(7 



5HiO<hbT) 
N (96) CI (%) 
3.64 9.2 1 
3.6 3 9.4 8 

ism*, »n**^hu^A*tg« ( fi&ft& 

&£^£U &£®#<04- (p-/h^y7i-;V) 
-N- [2- (l-^h^v-5, 6, 7, 

8 Omg 
[0 10 13 

gfifrflrM (FAB, m/z) : 3 9 8 (M*+l) 
&m&&®*'<# h)ls (CDC 1 3, TMSrt«g 

m 

S : 1. 7-2. 6 (1 OH, m) , 2. 6-2. 9 
(4H, m) , 3. 6-3. 8 (2H, m, OCHiC 
HiN) , 3. 77 (6H, s, OCH 3 X2), 4. 0 
-4. 2 (2H, m, OCHi) , 6. 1 ( 1 H, br 

s, NHCO) , 6. 6-7. 2 (6H, m) 
C0 1 0 23 (2) Jtffi (1) T?f§&4- <p-*h* 
-N- [2- (1 h^v-5, 6, 
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(16) 



5-12 5 0 24 



29 



30 



7, 8-xh^fcFn-2-*:7^J|,:**5/) x^;M 
7?>T$ H4 6 0mgK#^>— r h7t h*P77> 
(ltJMS&xh^fc Ha7^>^«D 3. 5ml £Un 

4i$P3ira&^Lfc. /-;M3 

Jctffci&lfc&O. 5ml £511*, ££l;:3 O^itfltL 

7C^##r<I (C^HssNOs -HC1 



4- (p-^h^^xrjl/) -N- [2- (l-;*h 
*v-5, 6, 7, 8-fh7tHD-2-t7«t 

+v) i^jp] y^r^> mmm o. 5**n$> 

3 8 Omg^lL 
[0 10 3] 
ffijft 1 2 0- 1 2 3X: 
0. 5H2 0ibT) 



C (X) 

318ltt 6 7.19 
mWtm 6 7. 3 7 8 
: 3 8 3 (M*) (Mm 



&m#mm (e i, m /z) 
mss*p) 

^£ (CDC I a , tmsmk 

m 

6 : 1. 5 — 2. 2 (8 H, m) , 2. 4 — 2. 9 
(6H, m) , 2. 9-3. 5 (4H, m) , 3. 74 



H (%) N (%) CI {%) 
8.2 2 3.2 6 8.2 6 
24 3. 2 9 8. 49 
H 3 ) , 4. 3-4. 5 (2H, m, OCHi) , 6. 7 
-7. 2 (6H, m) , 9. 7 (2H, b r s) 

3-7 \z±m&mi&*.Tfmmm'cnt>titcik<& 

[0 104] 
[S3] 



(3H, s. OCH,) , 3. 7 6 (3H, s, OC 
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ft$l¥5-l 2 5 0 2 4 





it ¥ ® s a; 


1 


OCH 2 CH 2 Br 

CO 


2 


OCH 2 CH 8 Br 


3 


OCH 2 CH 2 Br 

™:>c6 


4 


0 

06 


5 


OCH 2 CHjNH 2 

CO 



[0 105] [S4J 
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(] Q) Iter RSW C _ 


33 






ft ¥ ft a a 


6 


H 2 N - CH 2 CH 2 — /^V--OCH 3 




~^SCH 3 




OCH a 


7 


^^^4^ ^OCH 2 CH 2 Br 

Ou 




OCH s 


8 


air™ 



[0 1 0 63 [^5] 
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&§3¥5-l 2 5 0 2 4 

36 





ft * « a sc 


i 


OCH j CH 2 NHCH 2 CH 2 -/~\-OCH s 

06 

\^^<^ -HCl -H 2 0 


2 


OCH 2 CH 2 NHCH 3 CH 2 — /~A_0CH a 

06 sch - 

•HCl 


3 


OCH 2 CH 2 NHCH 2 CH 2 _/~~\_OH 

CO 

.0.5f HOOC ]l \ 

v ^cooh/ 


4 


OCHjCHaNHCHjCH, _^^_ C H a 

06 

•HCl • H 2 0 


5 

o 


OCH 3 CH 2 NHCH 2 CH 2 -/^\-OCH s 

CO 

♦HCl • 0.5H 2 O 



[0107] « 6 j 
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(19) 



35 





(20) t#B8¥5- 


37 


38 




A: ? « i a 




X7 J\ 

OCH 2 CH 2 NHCH 2 CH 2 — OCH s 


6 


^ »HC1 • 0.25H*O 




a — ^ 

OCH 2 CH s NHCH 2 CH 2 — f V- CH 3 


7 


n 1 W 
CH.'V^ -HC1 




CH 3 


8 


OCH 2 CH 2 NHCHCH 2 _/^\— OCH a 
• HQ • 0£H 2 O 




CH 3 




OCH 2 CHNHCH 2 CH 2 _/^A_ QCH 3 


9 


• HCi 




OCH 2 CH 2 NHCH 2 CH 2 CH 8 -^Y" OCH 3 


10 


^ ■«(" oc 1 ) 



[0108] «7] 
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(21) 



39 



5-125024 



40 





ft * « 8 S 


1 1 


OCH 2 CH 2 NHCH 2 CH 3 CH a CK, -TVoCH, 

^ — ' 

-0.5f HOOC ]l N 
V ^COOH' 


12 


OCH s 

f II J 2 ^"2^11^X12^11 2 Y > UOH3 

•HC1 • 0.5H a 0 


13 


OCH3 

^<SCH S 
•HC1 • 0.25H 2 O 


14 


OCH3 1 
/^V^i OCH . CH . TMT-frK«PK // \ pff 

• HC1 - 0.25H 2 O 


1 0 


OCH3 

^ v J^OCH 2 CH 2 NHCH 2 CH 2 CH 2 CH OCH s 
•HCl • 0.5H 2 O 



(51)lDt.Cl. s 

A 6 1 K 31/34 
31/35 

C 0 7 D 307/79 
311/64 



AAM 
A AH 
ACV 



7252-4C 
7252-4C 
7252 -4 C 

6701-4C 



F I 
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(22) 



^§§¥5- 1 2 5 0 2 4 



313/08 6701 -4 C 

313/20 6701 -4 C 

(72) mm UiP *$i§ a2mmm mm 

«5Jftiffa*«fc6-16-3 yf^7 ^«U^O< tfm#B 2 -35- 2 Xh7- 

402 ;i^B303 
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